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CLAIMS 

What is claimed is: | 

1 . A method for the synthesis of a compound of Formula la: 



O 

(la) 

wherein: 

R 1 is selected from the group consisting of -Ci.ualkyl and -(CH2><M-aryl; 

*f R is selected from the group consisting of -Ci-ualkyl, -(CH2)o-2- c y c l° a lkyU 

Ui \ 

=p -C2-6alkenyl, -(CH2)i-4-aryl, -(CH 2 )<M-heterocycloalkyl, -(CH 2 )M-heteroaryl and 

2 -(CH 2 ) 0 .2-O-aryl; \ 

C s 10 R 3 is selected from the group consisting of -Ci-ualkyl, -(CH2)o-2-cycloalkyl, 

3 \ 

p -C2-ealkenyl, -(CH2)i-*-aryl, -(CH 2 )o^-heterocycloalkyl, -(CH 2 )i^-heteroaryl and 

-(CH2)o-2-0-aryl; or R 2 and R 3 can be taken together with the nitrogen atom to which they 
fy are attached to form a heterocycloalkyl; and 

O 4 \ 

«; R is selected from the group consisting of H, -d-ualkyl, -(CH2)o-2-cycloalkyl, 

15 -C2^alkenyl, -C2-8alkynyl and -(CH 2 fi-2%eterocycloalkyl; 

which comprises the steps of : 

(a) reacting a compound of Formula 1 : 



20 with an alkylating agent of Formula (2): 

R*-X 




f 

in the presence of a deprotonation agent in a suitable solvent; where X is iodo or bromo 
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and R ! is as defined above, to yield an ether compound of Formula (3): 




(b) reacting^ compound of Formula (3) with a hydrolysing agent to form a 
diol compound of Formula (4): 




OH 



(c) reacting a compound of Formula (4) with a cleaving agent in a suitable 
solvent to form an aldehyde compound of Formula (5): 



OIIU"" 




(5) 

(d) reacting a compound of Formula (5) with a secondary amine compound 
of Formula (6): 

R 2 R 3 NH (6) 

where R 2 and R 3 are as defined above, and a reducing agent in a suitable solvent followed 
by treatment with a reducing agent scavenger resin in a suitable solvent and\n amine 
scavenger resin in a suitable solvent to form a tertiary amine compound of Formula (7): 



# 
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(7) 

(e) reacting a compound of Formula (7) with a compound of Formula (8): 

R 4 \)H (8) 

where R 4 is selected from the group consisting of H, -C M4 alkyl, -(CH 2 )o- 2 -cycloalkyl, 
-C^alkenyl, -C 2 . 8 alkynyl and -(CH 2 )i-\-heterocycloalkyl, and an acid in a suitable 
solvent followed by treatment with an acid scavenger resin in a suitable solvent to form a 
compound of Formula la. 

The method of Claim 1 wherein the suitable solvents are independently selected from the 
group consisting of dichloromethane, tetrahydrofuran, 1,4-dioxane, lower alkyl alcohols, 
and mixtures thereof. 

The method of Claim 1 wherein the deprotonation agent in step (a) is KOH or potassium 
terr-butoxide. 

The method of Claim l_ii£herein the hydrolysing ag^ent in step (b) is 70% acetic acid in 
water. 




The method of Clai m 1 wh erein the cleaving agent in\step (cTTTNalCU adsorbed on silica 
gel- 

The method of Claim 1 wherein the reducing agent in step^d) is selected from the group 
consisting of NaBH(OAc)L NaBFU, BH 3 in pyridine, and ItyPd catalyst. 

The method of Claim 1 wherein the amine scavenger resin in step (d) is solid support- 
bound isocyanate or benzyloxybenzaldehyde resin. 



-81 - 



The method of Claim 1 wherein in step (d) an excess of the secondary amine compound 
of Formula (6) is used! ' 



The method of Claim 1 wherein in step (d), an excess of the reducing agent is used. 



The method of Claim 1 wherein the acid in step (e) is selected from the group consisting 
of HC1, triflicvacid, HBr, trifluoroacetic acid, H2SO4 and p-toluenesulfonic acid. 



The method of Clann lj^herein the acid scavenger resin in step (e) is solid support- 
bound methylpiperidine resin. 



A method for the synthesis of a compound of Formula lb: 



_i-i 4 alkyl and -(CH2)o-4-aryl; 




wherein: 

R 1 is selected from the group consist^ 

R 3 is selected from the group consisting of -Qv-ualkyl, -(CH 2 )o- 2 -cycloalkyl, 
-C 2 -6alkenyl, -(CH 2 )i-4-aryl, -(CH 2 ) 0 ^-heterO£ycloalkyl, -(CH 2 )i^-heteroaryl and 
-(CH 2 )o. 2 -Oaryl; or R 6 and R 3 can be taken together with the carbon and nitrogen atoms, 
respectively, to which they are attached to form a het^rocycloalkyl containing an oxo 
(=0) substitution at the carbon atom; and 

R 6 is selected from the group consisting of -Ci^allfyl, -(CH 2 ) 0 - 2 -O-aryl, 
-C 2 _6alkenyl, -(CH 2 )o- 2 -cycloalkyI and -(CH 2 )i^-aryl; 
which comprises the steps of : 

(a) reacting a compound of Formula (1): 



with an alkylating agent of Formula (2) 




(2) 



in the presence of a deprotonation agent in a suitable solvent; where X is iodo or bromo 



and R is as defined above, to yield an ether compound of Formula (3) 




(b) reacting a compound of Formula (3) with a hydrolysing agent, to form a diol 
compound of Formula (4J: 




(c) ifeacting^a-eompound of Formula (4) with a cleaving agent in a suitable 
solvent to form an aldehyde compound of Formula (5): 



H3C / v / 



(5) 

(d ' ) reacting a compound of Formula (5) with a primary amine compound of 
Formula (6'): 

(6') 



R 3 NH 2 



where R 3 is as defined above, and a reducing agent in a suitable solvent followed by 
treatment with a reducing agent scavenger resin in a suitable solvent and an amine 
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avenger resin in a suitable solvent to form a secondary amine compound of Formula 




O' 
(7') 



(e ' ) reacting a compound of Formula (7*) with an acid chloride compound of 
Formula (9): 

R 6 COCl (9) 

where R 6 is as defined\above, and a suitable base in a suitable solvent followed by 
treatment with an acid chloride scavenger resin in a suitable solvent to form a compound 
of Formula lb. 

The method of Claim J^wherfein the suitable solvents are independently selected from 
the group consisting of dichloromethane, tetrahydrofuran, 1,4-dioxane, lower alkyl 
alcohols, and mixtures thereof. 



The method of Claim 12 wherein the * 
terf-butoxide. 



teprofbrikion agent in step (a) is KOH or potassium 



The method of Claim 12^vherein the hydrdlVsing agent in step (b) is 70% acetic acid in 
water. 



The method of Claim ^wherein the cleaving agert^in step (c) is NaI0 4 adsorbed on 
silica gel. 



The method of ClainrTZVherein the reducing agent in step (d f ) is selected from the 
group consisting of NaBH(OAc) 3 , NaBR*, BH 3 in pyridine\nd H 2 /Pd catalyst. 



* 
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TTie method of Claim 12 wherein the amine scavenger resin in step (d') is solid support- 
bound isocyanate. ™ 

The Method of Claim 12wherein in step (d'), an excess of the primary amine compound 
of Formula (6*) is used. 

The method of Claim 12 wherein in step (d 1 ) an excess of the reducing agent is used. 



The method of\Claim 12 wherein the base in step (e*) is selected from the group 
consisting of N-methylmorpholine, triethylamine, N,N-diisopropylethylamine, pyridine 
and 2,6-lutidine. 

A method for the synthesis of a compound of Formula Ic: 



wherein: 



R 3 is selected from the group consisting of -C,-i 4 alkyl, -(CH 2 )o-2-cycloalkyl, 




R 1 is selected from the group consisting of -C M4 alkyl and -(CH 2 )cw-aryl; 



-C^alkenyl, -(CH 2 ),.4-aryl, -(CH 2 )o^-heterocycloalkyl, -(CH 2 ) M -heteroaryl and 
-(CH 2 ) 0 - 2 -O-aryl; or R 6 and R 3 can be taken together with the carbon and nitrogen atoms, 
respectively, to which they are attached to form a Hbterocycloalkyl containing an oxo 
(=0) substitution at the carbon atom; and 

R 6 is selected from the group consisting of -Ci^jkyl, -(CH 2 ) 0 - 2 -O-aryl, 
-C^alkenyl, -(CH 2 ) 0 - 2 -cycloalkyl and -(CH 2 ) M -aryl; 
which comprises the steps of : 

(a) reacting a compound of Formula 1: 



85 



O 

m 

Li 



with an alkylating agent of Iformula (2): 

R'-X 



(2) 



in the presence of a deprotonation agent in a suitable solvent; where X is iodo or bromo 
and R 1 is as defined above, tolyield an ether compound of Formula (3): 

H3C yf% 



\ ^ \ 7^, 



(3) \ 



ry 



15 



(b) reacting a compound of Formula (3) with a hydrolysing agent, to form a 
diol compound of Formula (4): 




(c) reacting a compound of Formula (4) with a cleaving agent in a suitable 
solvent to form an aldehyde compound of Formula (5): 




r CHO 



(d ' ) reacting a compound of Formula (5) with a primary amine compound of 
Formula (6'): 



86 



\ 



R1NH2 (6') 

where R 3 is as defined above, and a reducing agent in a suitable solvent followed by 
treatment with a reducing agent scavenger resin in a suitable solvent and an amine 
scavenger resin in a suitable solvent to form a secondary amine compound of Formula 
(7'): 



(7*) 



(e " ) reacting a compound of Formula (7') with an isocyanate compound of 
Formula (10): \ 

R 6 NCO \ (10) 

where R 6 is as defined above, in a suitable solvent followed by treatment with an 
isocyanate scavenger resin in a suitable solvent to form a compound of Formula Ic. 



dl^furan, 1,4-dioxane, lower alkyl 



The method of Clai m 22 w herein the suitabla/€olv\nts are independently selected from 
the group consisting of dichloromethane, te 
alcohols, and mixtures thereof. 

The method of Claim 22 w herein the deprotonation agent in step (a) is KOH or potassium 
ter/-butoxide. 




The method of Claim 22 wherein the hydrolysi|ig agent in step (b) is 70% acetic acid in 
water. ^ F 



The method of Claim 22 wherein the cleaving agent in step (c) is NaI0 4 adsorbed on 
silica gel. 
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The method of Claim 22 wherein the reducing agent in step (d*) is selected from the 
grota consisting of NaBH(OAc) 3 , NaBK*, BH 3 in pyridine, and H 2 /Pd catalyst. 

The method of Claim 22 wherein the amine scavenger resin in step (d*) is solid support- 
bound isocyanate. ^ 



The method of Claim 22 wherein in step (d') an excess of the primary amine compound 
of Formula (6*) is used. 



The method of Claim 22 wherein in step (d') an excess of the reducing agent is used. 

The method of Claim 22 vvherein the isocyanate scavenger resin in step (e") is solid 
support-bound /r/5(2-aminoe|hyl) amine or aminomethyl resin. 

A method for the synthesis of a compound of Formula (7): 



(7) 



wherein: 

R 1 is selected from the group consisting of -Gi-ualkyl and -(CH 2 )o-4-aryl; 

R 2 is selected from the group consisting of -Ci\alkyl, -(CH 2 ) 0 - 2 -cycloalkyI, 
-C^alkenyl, -(CH 2 )i^-aryl, -(CH 2 ) 0 ^-heterocycloalkyl, -(CH 2 )i^-heteroaryl, 
-(CH 2 )o. 2 -0-aryl, -C(0)-R 6 and -C(0)-NHR 6 , where R 6 is selected from the group 
consisting of -Ci^alkyl, -(CH 2 )o- 2 -0-aryl, -C^alkenyl, -(CH^-cycloalkyl and 
-(CH 2 )i^-aryI; and 

R 3 is selected from the group consisting of -Cj.ualkyl, -(GH 2 )o- 2 -cycloalkyl, 
-C^alkenyl, -(CH 2 )i^-aryl, -(CH 2 ) 0 ^-heterocycloalkyl, -(CH 2 )i^eteroaryl and 
-(CH 2 )o. 2 -0-aryl; or R 2 and R 3 can be taken together with the nitrogen atom to which they 



# 
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attached to form a heterocycloalkyl; 
whib^ comprises the steps of : 

reacting a compound of Formula 1: 





with an alkylating agent o( Formula (2): 

R ! -X (2) 

in the presence of a deprotonation agent in a suitable solvent; where X is iodo or bromo 
and R 1 is as defined above, to yMd an ether compound of Formula (3): 



(b) reacting a compound of Fo; 
diol compound of Formula (4): 



ith a hydrolysing agent, to form a 




(c) reacting a compound of Formula (4) with a cleaving ag< 
solvent to form an aldehyde compound of Formula (5): 



tt in a suitable 
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H3C/°X 




(d) reacting a compound yof Formula (5) with a secondary amine compound 
of Formula (6): 

fo 3 NH (6) 

where R z and R 3 are as defined aoove, and a reducing agent in a suitable solvent followed 
by treatment with a reducing agent scavenger resin in a suitable solvent and an amine 
scavenger resin in a suitable solvent to form a tertiary amine compound of Formula (7). 



A method for the synthesis of a compound of Formula (7*): 




wherein: 

R 1 is selected from the group consisting of -Ci.ualkyl and -(CH2)o-4-aryl; and 
R 3 is selected from the group consisting of -Ci.ualkyl, -(CH 2 )o-2-cycloalkyl, 
-C2-6alkenyl, -(CI^2)i^-aryl, -(CH2)o-4-heterocycloalkyl, -(CH 2 )M-heteroaryl and 
-(CH 2 )o-2-0-aryh 
which comprises the steps of : 

(a) reacting a compound of Formula 1: 
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o 

O 
y I 

o 

HO 




with an alkylating agent of Formula (2): 

RJ-X (2) 

in the presence of a deprotonation agent in a suitable solvent; where X is iodo or bromo 
and R 1 is as defined above, to yield' an ether compound of Formula (3): 




(b) reacting a compound of Formula (3) with a hydrolysing agent, to form a 
diol compound of Formula (4): 



ry 
o 
ry 



pR 1 




10 



(c) reacting a compound of Formula (4) with a cleaving agent in a suitable 
solvent to form an aldehyde compound of Formula (5): 




r CHO 



15 



(d ' ) reacting a compound of Formula (5) with a primary amine compound of 
Formula (6'/ 

R 3 NH 2 (6') 
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where R 3 is as defined above, and a reducing agent in a suitable solvent followed by 
treatment with a reducing agent scavenger resin in a suitable solvent and an amine 
scavenger resin in a suitable solvent to form a secondary amine compound of Formula 
(7'). 

A method fo^lhe synthesis of a compound of Formula la: 



OR 




(la) 



wherein 



R 1 is selected from the\group consisting of -Ci-nalkyl and -(CH 2 )o-4-aryl; 
R 2 is selected from the gtoup consisting of -Ci-ualkyl, -(CH2)o-2-cycloalkyl, 
-C 2 -6alkenyl, -(CH 2 )i^-aryl, -(CH^p^-heterocycloalkyl, -(CH 2 )i-4-heteroaryl and 
-(CH 2 )o-2-0-aryl; 

R 3 is selected from the group con; 
-C 2 _6alkenyl, -(CH 2 )i^-aryl, -(CH 2 )cm 

ke 

are attached to form a heterocycloalkyfl; 



C M4 alkyl, -(CH 2 )o-2-cycloalkyl, 
loalkyl, -(CH 2 )j^-heteroaryl and 
;ethe\ with the nitrogen atom to which they 



R 4 is selected from the group c 
-C 2 ^alkenyl, -C 2 . 8 alkynyl and -(CH 2 )i- 2 -heter< 
which comprises the step of : 

(a) reacting a compound of Formula ( 



H 3 C /\ 
01» II,M " 



of H, -Ci-ualkyl, -(CH 2 ) 0 . 2 -cycloalkyl, 
cloalkyl; 



where R 1 , R 2 , and R 3 are as defined above, 




J 



1 
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with a compound of Formula (8): 



R 4 OH 



(8) 



where^R 4 is selected from the group consisting of H, -C M4 alkyl, -(CH2)o-2-cycloalkyl, 
-C2-6alkenyl, -C2-salkynyI and -(CH2)i-2-heterocycloalkyl, and an acid in a suitable 
solvent followed by treatment with an acid scavenger resin in a suitable solvent to form a 

— r-' 

35. A method for the v synthesis of a compound of Formula lb: 




wherein: 

R 1 is selected from the groj 
R 3 is selected from the gr< 

-C 2 -6alkenyl, -(CH 2 )i^-aryl, -(C 



g of -Ci-ualkyl and -(CH2>o-4-aryl; 
nsistingbf -Ci-nalkyl, -(CH2)o-2-cycloalkyl, 



4-heterocycloalkyl, -(CH2)i^-heteroaryl and 
-(CH2)o-2-0-aryl; or R 6 and R 3 can be taken together with the carbon and nitrogen atoms, 
respectively, to which they are attached to ijprm a heterocycloalkyl containing an oxo 
(=0) substitution at the carbon atom; and 

R 6 is selected from the group consisting 
-C 2 ^alkenyl, -(CH 2 )o-2-cycloalkyl and -(CH 2 )i- 
which comprises the step of : 
(a) reacting a compound of Formula (7') 



Hj<A 



-C^alkyl, -(CH 2 )o-2-0-aryl, 



OUIH" 



o 
(7') 
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v with an acid chloride compound of Formula (9): 

R 6 COCl (9) 

\where R 6 is as defined above, and a suitable base in a suitable solvent followed by 
treatment with an acid chloride scavenger resin in a suitable solvent to form a 
compound of Formula lb. 



A method for the synthesis of a compound of Formula Ic: 




NHR 



wherein: 

R 1 is selected from the gro\ip consisting of -C M4 alkyl and -(CH 2 )o-4-aryl; 
R 3 is selected from the group^consisting of -Ci.ualkyl, -(CH 2 )o-2-cycloalkyl, 
-C 2 ^alkenyl, -(CH 2 )i-4-aryl, -(CH 2 ) 0 ^-heterocycloalkyl, -(CH 2 )i-4-heteroaryl and 
-(CH 2 )o- 2 -0-aryl; or R 6 and R 3 can be taken together with the carbon and nitrogen atoms, 
respectively, to which they are attached to^orm ajieterocycloalkyl containing an oxo 
(=0) substitution at the carbon atom; anc 



R 6 is selected from the group co: 
-C^alkenyl, -(CH 2 ) 0 - 2 -cycloalkyl and -i 
which comprises the steps of : 

(a) reacting a compound of Formula 



^alkyl, -(CH 2 ) 0 - 2 -O-aryl, 



H 3 C K 

OIIIIIK*"- 



o 
(7') 
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an isocyanate compound of Formula (10): 

R 6 NCO (10) 

where k\is as defined above, in a suitable solvent followed by treatment with an 
isocyanate\scavenger resin in a suitable solvent to form a compound of Formula Ic. 



A method for the synthesis of an array compounds of Formula la: 



wherein: 




R 2 
I 



*R 3 



da) 



R 1 is selected from the groufxconsisting of -C M4 alkyl and -(CH 2 )o-4-aryl; 

R 2 is selected from the group consisting of -C M4 alkyl, -(CH 2 ) 0 - 2 -cycloalkyl, 
-C^alkenyl, -(CH 2 )i^-aryl, -(CH 2 )o-4-heterocycloalkyl, -(CH 2 )i^-heteroaryl and 
-(CH 2 ) 0 - 2 -O-aryl; 

R 3 is selected from the group consisting of^Ci-u^lkyl, -(CH 2 ) 0 - 2 -cycloalkyl, 
-C 2 ^alkenyl, -(CH 2 )i-4-aryl, -(CH 2 ) 0 -4-heterocy&loalkyl, -(CH 2 )i^-heteroaryl and 




-(CH 2 ) 0 . 2 -O-aryl; or R z and R J can be taken rigethgr'wi^ the nitrogen atom to which they 
are attached to form a heterocycloalkyl; and! 

R 4 is selected from the group consisting of H,\C M4 alkyl, -(CH 2 ) 0 - 2 -cycloalkyl, 
-C 2 ^alkenyl, -C 2 . 8 alkynyl and -(CH 2 )i. 2 -heterocycloalk> 
which comprises the step of : 

(a) reacting an array of compounds of Formula 



OUii»» 



(7) 



where R 1 , R 2 , and R 3 are as defined above, 
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with an array of compounds of Formula (8): 

R 4 OH (8) 

where\R 4 is selected from the group consisting of H, -C|.| 4 alkyl, -(CH 2 )o. 2 -cycloalkyl, 
-C^alkenyl, -C 2 - 8 alkynyl and -(CH 2 )i- 2 -heterocycloalkyl, and an acid in a suitable 
solvent followed by treatment with an acid scavenger resin in a suitable solvent to form 
an array of compounds of Formula la. 

A method for the\ynthesis of an array of compounds of Formula lb: 




wherein: 

R 1 is selected from the group consisting of -Ci-ualkyl and -(CH 2 ) 0 -4-aryl; 
R 3 is selected from the group^confrfSttng of -Ci-ualkyl, -(CH 2 ) 0 - 2 -cycloalkyl, 
-C^alkenyl, -(CH 2 ),-4-aryl, -(CH 2 ) 0 -4-)feterocyctoalkyl, -(CH 2 ),.rheteroaryl and 



her with the carbon and nitrogen atoms, 
brm a heterocycloalkyl containing an oxo 



-(CH 2 )o-2-0-aryl; or R 6 and R J can beftak^i tog< 
respectively, to which they are attac 
(=0) substitution at the carbon atonrtr^nd 

R 6 is selected from the group consisting of -Ci^alkyl, -(CH 2 )o-2-0-aryl, 
-C^alkenyl, -(CH 2 ) 0 - 2 -cycloalkyl and -(CH 2 )i Aryl; 
which comprises the step of : 
(a) reacting an array of compounds of Formula 

Oz, i> Rl 

H 3 C / V f 

H 3 C \ 



/Ks-*-' 



a') 
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with an array of acid chloride compounds of Formula (9): 



FTCOCl 



(9) 



\where R 6 is as defined above, and a suitable base in a suitable solvent followed by 
treatment with an acid chloride scavenger resin in a suitable solvent to form an 
array of compounds of Formula lb. 



A method for the synthesis of an array of compounds of Formula Ic: 





wherein: 

R 1 is selected from the group consisting of -Ci-ualkyl and -(CH 2 )<M-aryl; 
R 3 is selected from the group consisting of -C M4 alkyl, -(CH 2 ) 0 - 2 -cycloalkyl, 
-C^alkenyl, -(CH 2 )i^-aryI, -(CH 2 )o^^tei^cycib^lkyl, -(CH 2 )i^-heteroaryl and 
-(CH 2 )o- 2 -0-aryI; or R 6 and R 3 can be taken^together with the carbon and nitrogen atoms, 
respectively, to which they are attached^to fon/a\eterocycloalkyl containing an oxo 
(=0) substitution at the carbon atom; ad 

R 6 is selected from the group cohsfsting of -C^alkyl, -(CH 2 ) 0 - 2 -O-aryl, 
-C 2 -*alkenyl, -(CH 2 ) 0 - 2 -cycloalkyl and -(CH 2 ) M -aryl v ; 
which comprises the steps of : 

(a) reacting an array of compounds of Formula (7') 




( /\^"-* 3 



o 
(7') 



4 
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with an array of isocyanate compounds of Formula (10): 

(10) 



R 6 NCO 



where\R 6 is as defined above, in a suitable solvent followed by treatment with an 
isocyanate scavenger resin in a suitable solvent to form an array compounds of Formula 
Ic. 



A method for the solid phase synthesis of a compound of Formula Ilia 




R 1 is selected from the group consisting of -Q-ualkyl and -(CH 2 )o-4-aryl; 



R 6 is selected from the^group consisting of -Ci^alkyl, -(CH 2 ) 0 - 2 -O-aryl, -C 2 . 



6 alkenyl, -(CH 2 )o-2-cycloWyl and -(CH 2 )i^-aryl; 
R 7 is an amino acid side chain; and 
n is an integer from 1-14; 
which comprises the step of: 
(a) reacting a compound of Formula 





o f 1 



3 



where SS is a solid support, and R 1 , R 6 , R 7 , and n are as defined above, 
with an acid in a suitable solvent to form a compound of Formula Ilia. 



The method according to Claim 40, wherein the acid is 
solvent is dichloromethane. " 




roacetic acid and the 



# 
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ymethod for the solid phase synthesis of a compound of Formula Illb 




FVO 



wherein: 

R 1 is selected^from the group consisting of -Ci-ualkyl and -(CH 2 )o-4-aryl; 
R 6 is selected from the group consisting of -Ci~*alkyl, -(CH 2 ) 0 - 2 -O-aryl, -C 2 . 



,1 



6 alkenyl, -(CH 2 )<>b-cycloalkyl and -(CH 2 )i^-aryl; 
R 7 is an amino acid\side chain; and 
n is an integer from l\l4; 
which comprises the step of: \ 
(a) reacting a compound of Formula (23) 



(23) 




where SS is a solid support, and R 1 , R 6 \R 7 /and n are as defined above, 
with an acid in an aqueous solvent to form a compoundW Formula Illb. 



The method according to Claim 42 wherein the acra is trifluoroacetic acid. 



A compound of Formula (7) 



h 3 c / 0/ 'v 



(7) 
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^vhere 

R ! ^s selected from the group consisting of -C M4 aIkyl and -(CH 2 )(w-aryl; 
R^selected from the group consisting of -C M4 alkyl, -(CH 2 )o- 2 -cycloalkyl, -C^alkenyl, 
^-(CH^-aryl, -(CH 2 )<M-heterocycloalkyl, -(CH 2 )^-heteroaryl and 
/H^o^-O-aryl; and 

R 3 is sele<ta<yfroftrtft£~group consisting of -C M4 alkyl, -(CH 2 ) 0 - 2 -cycloalkyl, -C^alkenyl, 
-(OHk) M -aryl, -(CH 2 )<M-heterocycloalkyl, -(CH 2 )i^-heteroaryl and -(CH 2 )o. 2 -0- 
aryl; or R 2 and R 3 can be taken together with the nitrogen atom to which they are 
attachedto form a heterocycloalkyl. 



A compound of Formu 



a (7') 



where 
R 1 is selected from the 
R 3 is selected from the 



O 

(7') 



group consisting of -C M4 alkyl and -(CH 2 )o-4-aryl; and 

group consisting of -C M4 alkyl, -(CH 2 ) 0 . 2 -cycloalkyl, -C^alkenyl, 



-(CH 2 )i^-aryl, -(CH 2 | 0 ^-heterocycloalkyl, -(CH 2 )i^-heteroaryl and -(CH 2 ) 0 - 2 -O-aryl. 

^ompound selected from: 

4- Etf^y-2-isopropoxy-5(4-phenyl-piperzin-l-ylmethyl)-tetrahydro-furan-3-ol; 

5- [(BenzyKphenethyl-amino)-methyl]-4-ethoxy-2-(2-methoxy-ethoxy)-tetrahydro-furan- 

3-ol; 

4- Ethoxy-2-meth6x^-5-(l,3,4,5-tetrahydro-pyrido[4,3-b] indo!-2-ylmethyl)-tetrahydro-3- 

oL 

5- [4-(3-Chloro-phenyl)-pi^azinPJ-ylmethyl]-2- 

stnoxy-tet 



eye 1 opropy I methox) 



ioxy-tetrahydro-furan-3-ol; 



5-Diallylaminomethyl-2-isobutoxy^4-(naphthalen-2-ylmethoxy)tetrahydro-furan-3-ol; 
2-(3-Methoxy-3-methyl-butoxy)-5-moroholin-4-ylmethyl- 
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^(naphthalen-2-yl methoxy)-tetrahydro-3-furan-3-ol; 
5-[(Benzyl-methyl-amino)-methyl]-4-(naphthalen-2-yl methoxy)-2- 
penP2-ynyloxy-tetrahydro-furan-3-ol; 

4- Methoxy-5^4-phenyl-piperazin-l-ylmethyl)-2^ 
2-Cyclopropylmethoxy-5-(3,4-dihydro-lH-isoquinolin-2-ylmethyl)- 

4- methoxy-tetrahydro-furan-3-ol; 

5- [(Benzyl-methW-amino)-methyl]-4-meto^ 
4-Butoxy-2<2-methoxy-ethoxy)-5-[(methyl-pte^^ 

3-ol; \ 
4-Butoxy-2-methoxy W 1 ,3,4,5-tetrahydro-pyrido 

[43-b]indol-2-ylmethyl)-tetrahydro-furan-3-ol; 

4- (3-Methoxy-benzyloxV)-2-(3-methoxy-3-methyl-butoxy)- 

5- morpholin-4-ylrhethyl-tetrahydro-furan-3-ol; 

5- Diallylaminomethyl-2-isbbutoxy^-(3-methoxy-benzyloxy)-tetrahydro-furan-3-o and 
5-[(DibenzyIamino)-methylV2-ethoxy^3-met^ 

A compound selected from: 

Cyclohexanecarboxylic acid (6-Bdizyltoxy-2,2-dimethyl- 

tetrahydro-furo[23-^[l,:fe 
AH6-BenzyIoxy-2,2-dimethyl-tetJ^ 

methoxy-benzyl)-2,2-diphen)j-acetamide; 
A^-Butyl-A^-[6-(3-methoxy-benzyloxy)\2,2-dimethyU 

tetrahydro-furo[2,3-^f|[l,3]dioxol-5-ylmethyl]-benzamide; 
A r -(2,4-Dimethoxy-benzyl)-A^-(6-methoxw2,2-dimethyl-tetrahydro- 

furo[2,3-^][l,3]dioxol -5-ylmethyl)\2,2-diphenyl-acetamide; 
Cyclohexanecarboxylic acid (6-benzyloxy-2)2-dimethyl-tetrahydro- 

furo[23-t/][13]dioxol-5-ylmethylH3-Wthoxy-propyl)-amide; and 
A^-(l-Benzyl-pyn*olidin-3-yl)-A^-[6-(3-methoxy-benzyloxy)- 

2,2-dimethyl-tetrahydro-furo[23-^/][l,3]dfpxol-5-ylmethyl]-benzamide. 

A compound selected from: 
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Yj3enzyl-3-ethyl- 1 -(6-methoxy-2,2-dimethyl-tetrahydro-furo[2,3-rf] [ 1 ,3]dioxol-5- 
N^. ylmethyl)-urea; 

1 -(6rMethoxy-2,2*dimethyl-tetrahydro-furo[2,3-t/] [ 1 ,3]dioxol-5-ylmethyl)-3-phenyl- 

\ (4-trifluoromethoxy-benzyl)-urea; 
1 -CycIqpropylmethyl-3-isopropyl- 1 -[6-(3-methoxy-benzyloxy)- 

^-dimethyl-tetrahydro-fur^^ 
3-Ethyl- 1 -(6-methoxy-2,2-dimethyl-tetrahydro- 

furo[2,3-rf][l,3]dioxol-5-ylmethyl)-l-phenethyl-urea; 
1 -(6-BenzyloXy-2,2-dimethyl-tetrahydro-furo[2,3-^ [ 1 ,3]dioxol- 

5-ylmetl^)-3-ethyl- 1 -[2-( l//-indol-2-yI)-ethyl]-urea; and 
1 - Allyl- 1 -[6-(3-methoxy-benzyloxy)-2,2-dimethyl-tetrahydro- 

furo[23-<|[lV3]dioxol-5-ylmethy]]-3-phenyI-urea. 



A compound selected from: 



A^-(4,5-Dihydroxy-3-meth^y-/etrahydro-furan-2-ylmethyl)- 
AH2-methoxy-benzyl) ^2-di^en>^acetamide; and 
A^-Butyl-A^-[4,5-dihydroxy-3-(B-mejftoxy-benzyloxy)-tetrahydro-furan-2- 
y 1 methyl ] -benzami de . 




A compound named l-(3-benzyloxy-4,5^dihydroxy-tetrahydro-furan-2-ylmethyl)- 
3-phenyl-l-(4-trifluoromethoxy-benzyl)-urea. 



